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Claims: 



1. 



A compound of formula (I) or a pharmaceutical^ acceptable salt thereof: 



R 




(D 



wherein: 



Qis QCHorN; 

W is N or S, when W is S, R 6 is not present; 
X is C or N, provided that when Y and Z are C, X is N; 
Y is C or N, provided that when X and Z are C, Y is N; 
Z is C or N, provided that when X and Y are C, Z is N; 

R l and R 2 are at each occurrence independently selected from H, CH3, optionally 
substituted Ci^alkyl, optionally substituted carbocycle, or optionally substituted heterocycle; 
or R l and R 2 in combination can form an optionally substituted heterocycle, or an optionally 
substituted carbocycle; 

R 3 is selected from H, or optionally substituted Ci^alkyl; 

R 4 is selected from H, optionally substituted Ci- 6 alkyl, -C(=0)OCH 3 , optionally 
substituted carbocycle, -C(=0)NH(CH 2 )heterocycle, or -C(=0)NH(CH 2 )CH 3 ; 

R 5 is selected from H, or CH3; 

R 6 is selected from H; 

R 7 is selected from optionally substituted carbocycle. 

2. A compound of claim 1, wherein: 
QisN. 

3. A compound of claim 1, wherein: 
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W is S, and R 6 is not present 

4. A compound of claim 1, wherein: 
Xis C. 

5. A compound of claim 1 , wherein: 
Y is N. 

6. A compound of claim 1, wherein: 
ZisN. 

7. A compound of claim 1, wherein: 

R 1 and R a are at each occurrence are independently selected from H, or optionally 
substituted carbocycle, or optionally substituted heterocycle. 

8. A compound of claim 1, wherein: 

R 3 is an optionally substituted Chalky 1. 

9. A compound of claim 1 , wherein: 
R 4 is -C(=0)NH(CH 2 )heterocycle. 

10. A compound of claim 1 , wherein: 
R 5 is selected from H. 

11. A compound of claim 1 , wherein: 

R 7 is an optionally substituted carbocycle. 

12. A compound of claim 1, wherein: 
QisNor C; 

W is S, and R 6 is not present; 

X is C or N, provided that when Y and Z are C, X is N; 
Y is C or N, provided that when X and Z are C, Y is N; 
Z is C or N, provided that when X and Y are C, Z is N; 
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R 1 and R 2 are at each occurrence independently selected from H, or optionally 
substituted carbocycle; or optionally substituted heterocycie or optionally substituted 
Ci^alkyl; 

R 3 is selected from H, or optionally substituted Ci-$alkyl; 
5 R 4 is selected from H, -C(=0)NH(CH2>heterocycle or optionally substituted 

carbocycle; 

R 5 is selected from H; 

R 7 is selected from optionally substituted carbocycle. 

13. A compound of claim 1 , wherein: 
Q is N or C; 

W is S, and R 6 is not present; 

X is C or N, provided that when Y and Z are C, X is N; 

Y is C or N, provided that when X and Z are C, Y is N; 
Z is C or N, provided that when X and Y are C, Z is N; 
R l and R 2 are at each occurrence independently selected from H, or optionally 

substituted carbocycle; or optionally substituted heterocycie or optionally substituted 
Ci^alkyl; 

R 3 is selected from H, or optionally substituted Chalky 1; 
R 4 is selected from H, or -C(=0)NH(CH 2 )heterocycle; 
R 5 is selected from H; 

R 7 is selected from optionally substituted carbocycle. 

14. A compound of claim 1, wherein: 
25 QisNorC; 

W is S, and R 6 is not present; 

X is C or N, provided that when Y and Z are C, X is N; 

Y is C or N, provided that when X and Z are C, Y is N; 
Z is C or N, provided that when X and Y are C, Z is N; 

30 R 1 and R 2 are at each occurrence independently selected from H, or optionally 

substituted carbocycle; or optionally substituted heterocycie; 

R 3 is selected from H, or optionally substituted Ct^alkyl; 
R 4 is selected from H, -C(=0)NH(CH 2 )heterocycle; 



10 



15 



20 
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R 5 is selected from H; 

R 7 is selected from optionally substituted carbocycle. 



15. A compound of claim 1 , wherein: 
5 QisNorC; 

W is S, and R 6 is not present; 

XisCorN; 

YisN; 

ZisN; 

10 R 1 and R 2 are at each occurrence independently selected from H, or optionally 

substituted carbocycle; or optionally substituted heterocycle; 

R 3 is selected from H, or optionally substituted Ci^alkyl; 

R 4 is selected from H, -C(=0)NH(CH 2 )heterocycle; 

R 5 is selected from H; 
15 R 7 is selected from optionally substituted carbocycle. 

16. A compound of claim 1 , wherein: 
QisN; 

W is S, and R 6 is not present; 
20 XisCorN; 
YisN; 
ZisN; 

R 1 and R 2 are at each occurrence independently selected from H, or optionally 
substituted carbocycle; or optionally substituted heterocycle; 
25 R 3 is selected from H, or optionally substituted Ci^alkyl; 

R 4 is selected from H, -C(=0)NH(CH 2 )heterocycle; 
R 5 is selected from H; 

R 7 is selected from optionally substituted carbocycle. 



30 17. A compound of claim 1 , wherein: 
QisN; 

W is S, and R 6 is not present; 
Xis C; 
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YisN; 
ZisN; 

R 1 and R 2 are at each occurrence independently selected from H, or optionally 
substituted carbocycle; or optionally substituted heterocycle; 

R 3 is selected from H, or optionally substituted Ci^alkyl; 
R 4 is selected from H, -C(^0)NH(CH 2 )heterocycle; 
R 5 is selected from H; 

R 7 is selected from optionally substituted carbocycle. 

18. A compound acroding to claim 1 selected from: 
Methyl N-{4-[(3-fluorophenyl)amino]-6-[(2^ 
leucinate; 

Methyl N- {4-[(3-fluoropheny l)amino]-6-morpholin-4-y 1- 1 ,3,5-triazin-2-y 1 } -L-leucinate; 

(2R)-2-({4-[(3-fluorophenyl)amino]-6-[(3-m 

4-methy lpentan- 1 -ol; 

Methyl N- {4-[(3-fluorophenyl)amino]-6-[(4-methoxybenzyl)amino]-l ,3 5 5-triazin-2-yl}-D- 
leucinate; 

Methyl N- {4-[(cyclopropy lmethyl)amino]-6-[(3-fluorophenyl)amino]- 1 ,3 5 5-triazin-2-yl}-D- 
leucinate; 

Methyl N-{4-[(3-fluorophenyl)amino]-6-[(3-methoxypropyl)amino]-l,3 3 5-triazin-2-yl}-D- 
leucinate; 

(2R)-2-({4-[(cyclopropylmethyl)amino]-6-[(3-fluorophenyl)amino]-l,3,5-triazin-2- 
y 1 } amino)-4-methy lpentan- 1 - ol; 

Methyl N-{4-[(3-fluorophenyl)amino]-6-[(tetrahydrofuran-2-ylmethyl)amino]- 1 ,3,5-triazin-2- 
yl}-L-leucinate; 

Methyl N-(4-[(3-fluorophenyl)amino]-6-{ [3-(l H-imidazol- 1 -yl)propyl]amino}- 1 ,3,5-triazin- 
2-yl)-L-leucinate; 

Methyl N-{4-[(2-anilinoethyl)amino]-6-[(3-fluorophenyl)amino]-l,3,5-triazin-2-yl}-L- 
leucinate; 

Methyl N-{4-[(3-fluorophenyl)amino]-6-[(2-hydroxy-2-phenylethyl)amino]-l,3,5-triazin-2- 
yl}-L-leucinate; 

Methyl N-(4-[(3-fluorophenyl)amino]-6-{[2-(4-methoxyphenyl)ethyl]amino}-l,3,5-triazin-2- 
yl)-L-leucinate; 
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Methyl N-{4-[(2,3^ihydroxypro 
leucinate; 

Methyl N-[4-[(3-fluorophenyl)amm^^ 
leucinate; 

5 Methyl N-{4-[(2-amino-2-oxoethyl)(methyl)amino]-6-[(3-fluorophenyl)amino]-l ,3,5-triazin- 

2-y 1 } -L-leucinate; 

(2R)-2-[(4-[(3-fluorophenyl)ami™^ 

yl)amino]-4-methylpentan-l-ol; 

Methyl N-{4-[(2-cyanoethyl)(methyl)amino]^^ 
10 L-leucinate; 

Methyl N-[4-[(3-fluorophenyl)am^^ 

leucinate; 

Methyl N-{4<4-cyano-4-phenylpiperidin-l-yl)-6-^ 
yl} -L-leucinate; 
1 5 Methyl N-{4-[(3-fluorophenyl)amino^ 
triazin-2-yl}-L-leucinate; 
Methyl N~{4-[(3-fluorophenyl)amino]-6-^ 
yl}-L-leucinate; 

Methyl N-{4-({2-[4<aminosulfonyl)phenyl]ethyl}amino)-6-[(3-fluorophenyl) 

20 triazin-2-yl}-L-leucinate; 

Methyl N-{4-{[2-(dimethylamino)ethyl]amino}-6-[(3-fluorophenyl)a 

yl}-L-leucinate; 

Methyl N-(4-[(3-fluorophenyl)amino]-6^^ 
yl)-L-leucinate; 
25 Methyl N-{4-[(3-fluorophenyl)amino]-^ 
leucinate; 

Methyl N-(4-[(3-fluorophenyl)amino^ 
triazin-2-yl)-L-leucinate; 

Methyl N-[4-[(3-fluorophenyl)amino]-6-(4-methoxyphenyl>l 5 3,5-triazin-2-yl]-L-leucinate; 
30 Methyl N-[44(3-fluorophenyl)amino]-6K4^ 
Methyl N-[4-[(3-fluorophenyl)amino]-6^ 

(2S)-2- { [4-[(3-fluorophenyl)amino]-6-(4-methoxybenzy 1)- 1 ,3 ,5-triazin-2-y l]amino}-4- 
methylpentan-1 -ol; 
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N 2 -Benzyl-N 4 -(3-fluorophenyl)-6-(4-methoxybenzyl)-13,5-triazine 

N 2 .{4-[(5_fl U oro-2-met^ 

(tetrahydrofuran-2-ylmethyl)-L-leucinamide; 

N 2 .{4.[(5-fluoro-2-methylphenyl)amino]-6-[(4-methoxyphenyl)A 

5 propyl-L-leucinamide; 

N 2 -{4-[(3-cyanophenyl)amino]-6-[(4-methoxyphenyl)thio]pyrim 

(tetrahydrofliran-2-ylmethyl)-L-leucinamide; 

N 2 -{44(5-Chloro-2-methyIphenyl)amino]^^^ 

(tetrahydrofuran-2-ylmethyl)TL-leucinamide; 
10 N 2 -{4-[(3,5-Difluorophenyl)amino]-6^ 

(tetrahydro£uran-2-ylmethyl)»L-leucinamide; 

Methyl N-[4-[(3-fluorophenyl)amino]-6<4-me 

Methyl N-[2-[(3-fluorophenyl)amino^ 

(S)-2-[4<3-Fluoro-phenylamino)-6-(4^ 

1 5 methy i-pentanoic acid methyl ester; 

246-(3-Fluoro-phenylamino)-2<4-methoxy-phenylsulfanyl)-pyrimidin-4 

pentanoic acid methyl ester; 
(S)-2-[4-(3-Cyano-phenylami^ 
pentanoic acid (tetrahydro-furan-2-ylmethyl)-amide; 
20 (S)-2-[4-(4-Amino-phenylsuIfanyl)-^^ 

methyl-pentanoic acid (tetrahydro-furan-2-ylmethyl)-amide; 

19. A compound of formula (II) or a pharmaceutically acceptable salt thereof: 




,2 



25 



(ID 
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wherein: 

Q is O, S, SO or S0 2; 

W is N or halogen, when W is halogen neither R 6 nor R 7 are present; 

X is C or N, provided that when Y and Z are C, X is N; 

Y is C or N, provided that when X and Z are C, Y is N; 

Z is C or N, provided that when X and Y are C, Z is N; 

R 2 is selected from H, optionally substituted C^alkyl, optionally substituted 
carbocycle, or optionally substituted heterocycle; 

R 3 is selected from H, or optionally substituted Ci. 6 alkyl; 

R 4 is selected from H, optionally substituted Ci^alkyl, optionally substituted 
heterocycle, cyano, -C(=0)OCH 3 , -C(=0)OCH 3 , -C(=0)NH 2 , -C(-0)NH-optionally 
substituted Ci^alkyU -C(=0)NH(CH 2 )o-3-optionally substituted carbocycle, -C(=O)NH(CH 2 ) 0 - 
3-optionally substituted heterocycle, -C(=0)NH(CH 2 )i-3N(CH 3 ) 2 , C(=0)NH(CH 2 )i. 
aQOCHaX C(-0)NH(CH 2 )n3NHC(=0)OC(CH 3 )3, -C(=0)NH(CH 2 )i- 3 0(CH 2 )i. 3 OH, 
-C(=0)-optionaiiy substituted heterocycle, -C(=0)lSH(CH 2 ),. 3 C(=0)OCH 3 ,-C(=0)NH(CH2)i. 
3 OC(CH 3 ) 3 , -C(=0)NH(CH 2 ) U3 SCH 3 , or C(=0)NH(CH 2 ),. 3 C(=0)OH; 

R 5 is selected from H, or CH 3 ; 

R 4 and R 5 in combination form an optionally substituted heterocycle; 
R 6 is selected from H or CH 3 ; 

R 7 is selected from optionally substituted Ci^alkyl, optionally substituted carbocycle, 
optionally substituted heterocycle, or -(CH 2 )i. 3 -optionally substituted carbocycle. 

20. A compound of claim 19, wherein: 
Qis S. 

21. A compound of claim 1 9, wherein: 
WisN. 

22. A compound of claim 19, wherein: 
XisN. 



23. 



A compound of claim 19, wherein: 
Xis C. 
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24. A compound of claim 1 9, wherein: 
YisN. 

5 25. A compound of claim 19, wherein: 
Yis C. 

26. A compound of claim 19 , wherein: 
ZisN. 

10 

27. A compound of claim 1 9, wherein: 
Zis C. 

28. A compound of claim 19, wherein: 

15 R 2 is optionally substituted carbocycle. 

29. A compound of claim 19, wherein: 
R 3 is optionally substituted Ci^alkyl. 

20 30. A compound of claim 19, wherein: 

R 4 is selected from, -C(=0)OCH3, -C(=0)-optionally substituted heterocycle, 
-C(=0)NH(CH 2 )o-3-optionaIly substituted heterocycle, or -C(=0)NH(CH 2 )mSCH 3 . 

31. A compound of claim 19, wherein: 
25 R 5 is selected from H, or CH3. 

32. A compound of claim 19, wherein: 
R 6 is selected from H or CH3. 

30 33. A compound of claim 19, wherein: 

R 7 is optionally substituted carbocycle. 



34. 



A compound of claim 19: 
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wherein: 

Q is S, SO or S0 2; 
WisN; 

X is C or N, provided that when Y and Z are C, X is N; 
5 Y is C or N, provided that when X and Z are C, Y is N; 

Z is C or N, provided that when X and Y are C, Z is N; 

R 2 is selected from H, optionally substituted carbocycle, or optionally substituted 
heterocycle; 

R 3 is optionally substituted Chalky!; 
10 R 4 is selected from,. -C(=0)OCH3, -C(=0)-optionally substituted heterocycle, 

-C(==0)NH(CH 2 )o.3-optionally substituted heterocycle, -C(K))NH(CH 2 )^ 3 SCH 3 , 
optionally substituted heterocycle, cyano, -C(-0)NH 2 , -C(=0)NH-optionally substituted 
Ci- 6 alkyl, -C(=0)NH(CH 2 )o-3"Optionally substituted carbocycle, -C(=0)NH(CH 2 )i. 3 N(CH 3 ) 2 , 
C(=0)NH(CH 2 )i. 3 C(OCH 3 ) 2 , C(=0)NH(CH 2 )ioNHC(=0)OC(CH 3 )3 9 -C(=0)NH(CH 2 ),. 
15 30(CH 2 )i. 3 OH, -C(=0)NH(CH 2 )i. 3 C(=0)OCH 3 , -C(=0)NH(CH 2 )i- 3 OC(CH 3 )3, or 
C(-0)NH(CH 2 )i. 3 C(=0)OH; 
R 5 is H; 

R 4 and R 5 in combination form an optionally substituted heterocycle; 
R 6 is selected from H; 

20 R 7 is selected from, optionally substituted carbocycle, optionally substituted 

heterocycle, or -(CH 2 )i-3-optionally substituted carbocycle. 

35. A compound of claim 1 9 : 
wherein: 
25 Q is S ; 

WisN; 

X is C or N, provided that when Y and Z are C, X is N; 
Y is C or N, provided that when X and Z are C, Y is N; 
Z is C or N, provided that when X and Y are C, Z is N; 
30 R 2 is selected from H, optionally substituted carbocycle, or optionally substituted 

heterocycle; 

R 3 is optionally substituted Ci^alkyl; 
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R 4 is selected from, -C(=0)OCH 3 , -C(=0)-optionally substituted heterocycle, - 
C(=0)NH(CH 2 )o.3-optionally substituted heterocycle, -C(=0)NH(CH 2 )i. 3 SCH 3 , 
optionally substituted heterocycle, cyano, -C(=0)NH 2 , -C(=0)NH-optionally substituted 
d^alkyl, -C(=0)NH(CH 2 )o-3-optionally substituted carbocycle, -CC^ONHCCH^i-aNCCHah, 
5 C(=0)NH(CH 2 ) N3 C(OCH 3 ) 2 , C(=0)NH(CH 2 )i-3NHC(=0)OC(CH 3 )3 5 -C(=0)NH(CH 2 ) N 
3 0(CH 2 )!. 3 OH, -C(=0)NH(CH 2 )^ or 
C(=0)NH(CH 2 ) N3 C(=0)OH; 
R 5 is H; 

R 4 and R 5 in combination form an optionally substituted heterocycle; 
10 R 6 is selected from H; 

R 7 is selected from, optionally substituted carbocycle, optionally substituted 
heterocycle, or -(CH 2 )i. 3 -optionally substituted carbocycle. 

36. A compound of claim 19: 
15 wherein: 

QiS S; 

WisN; 

X is C or N, provided that when Y and Z are C, X is N; 
Y is C or N, provided that when X and Z are C, Y is N; 
20 Z is C or N, provided that when X and Y are C, Z is N; 

R 2 is selected from H, optionally substituted carbocycle; 
R is optionally substituted Ci^alkyl; 

R 4 is selected from, -C(=0)OCH 3 , -C(=0)-optionally substituted heterocycle, 
-C(=0)NH(CH 2 )o-3-optionally substituted heterocycle, -C(=0)NH(CH 2 )i.3SCH 3 , 
25 optionally substituted heterocycle, cyano, -C(=0)NH2, -C(=0)NH-optionally substituted 

Ci^alkyl, -C(=0)NH(CH 2 )o-3-optionally substituted carbocycle, -C(=0)*M(CH 2 )i-3N(CH 3 )2, 
C(=0)NH(CH 2 ),.3C(OCH 3 H C(^ 

30(CH 2 ),. 3 OH, -C(=0)NH(CH 2 ),.3C(=0)OCH3.-C(=0)NH(CH 2 ),.30C(CH 3 ) 3 , or 
C(=0)NH(CH 2 )i. 3 C(=0)OH; 
30 R 5 is H; 

R 6 is selected from H; 

R 7 is selected from, optionally substituted carbocycle, optionally substituted 
heterocycle, or -(CH 2 )i.3-optionally substituted carbocycle. 
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37. A compound of claim 19: 
wherein: 

Qis S; 

5 WisN; 

X is C or N, provided that when Y and Z are C, X is N; 

Y is C or N, provided that when X and Z are C, Y is N; 
Z is C or N, provided that when X and Y are C, Z is N; 
R 2 is an optionally substituted carbocycle; 

10 R 3 is optionally substituted Ci^alkyl; 

R 4 is selected from, -C(=0)OCH 3 , -C(=0)-optionally substituted heterocycle, - 
C(=0)NH(CH 2 )o-3-optionally substituted heterocycle, -C(=0)NH(CH 2 )i. 3 SCH 3) 
optionally substituted heterocycle, cyano, -C(=0)NH 2 , -C(=0)NH-optionally substituted C u 
6 alkyl, -C(=0)NH(CH 2 )o.3-optionally substituted carbocycle, -C(=0)NH(CH 2 )i. 3 N(CH 3 ) 2 , 
15 C(=0)NH(CH 2 ),. 3 C(OCH 3 ) 2 , C(=0)NH(CH 2 )k 3 NHC(-0)OC(CH 3 ) 3 , -C(=0)NH(CH 2 )!. 
3 0(CH 2 ),. 3 OH, -C(=0)NH(CH 2 )!. 3 C^ or 
C(=0)NH(CH 2 )i. 3 C(=0)OH; 
R 5 is H; 

R 6 is selected from H; 
20 R 7 is optionally substituted carbocycle,. 

38. A compound of claim 19: 
wherein: 

Qis S ; 
25 WisN; 

X is C or N, provided that when Y and Z are C, X is N; 

Y is C or N, provided that when X and Z are C, Y is N; 
Z is C or N, provided that when X and Y are C, Z is N; 
R 2 is an optionally substituted carbocycle; 

30 R 3 is optionally substituted Ci^alkyl; 

R 4 is selected from, -C(=0)OCH 3 , -C(=0)-optionally substituted heterocycle, 
-C(=0)NH(CH 2 )o. 3 -optionally substituted heterocycle, -C(=0)NH(CH 2 )i- 3 SCH 3 , 
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optionally substituted heterocycle, -C(=0)NH 2 , -C(=0)NH(CH 2 )o.3-optionally substituted 
carbocycle; 

R 5 is H; 

R 6 is selected from H; 

R 7 is optionally substituted carbocycle. 

39. A compound of claim 19: 
wherein: 

Qis S; 
WisN; 

X is C or N, provided that when Y and Z are C, X is N; 
Y is C or N, provided that when X and Z are C, Y is N; 
Z is C or N, provided that when X and Y are C, Z is N; 
R 2 is optionally substituted carbocycle; 
R 3 is optionally substituted Chalky 1; 

R 4 is selected from, -C(=0)OCH 3 , -C(=0)-optionally substituted heterocycle, 
-C(=0)NH(CH 2 )o-3-optionally substituted heterocycle, or -.C(=0)NH(CH 2 )i.3SCH 3 ; 
R 5 is selected from H; 
R 6 is selected from H; 
R 7 is optionally substituted carbocycle. 

40. A compound according to claim 19 selected from: 
Methyl N-{4-(4-methoxyphenoxy)-6-[(^ 

leucinate; 

Methyl N-[4-(4-methoxyphenoxy)-6-(2-pyri 
Methyl N-[4-[(2,3^ihydroxypropyl)amm^ 
leucinate; 

Methyl N-{4-(4-methoxyphenoxy)-6-[(tetrahydrofuran-2-ylmethyl)amino]- 1 ,3,5-triazin-2- 
yl}-L-leucinate; 

Methyl N-[4-[(3-fluorobenzyl)amino]-6-(4-methoxyphenoxy)- 1 ,3,5-triazin-2-yl]-L-Ieucinate; 
Methyl N-[4-[(2-methoxybenzyl)amino]-6-(4-methoxyphenoxy)-l,3,5-triazin-2-yl]-L- 
leucinate; 
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Me%lN-[4-[(3,5^ifluorobenzyl)amino]-6-(4-methoxyphenoxy)-l,3,5-triazin-2-yl]-L- 
Ieucinate; 

Me%lN-[4-[(3,5-dichloroben2yl)amino]-6-(4-methoxyphenoxy)-l,3,5-triazin-2-yl]-L- 
Ieucinate; 

5 Methyl N-[4-(benzylamino)-6-(4-methoxyphenoxy)- 1 ,3,5-triazin-2-yl]-L-leucinate; 

Methyl N-[4-(butylamino)-6-(4-methoxyphenoxy> 1 ,3,5-triazin-2-yl]-L-leucinate; 

Methyl N-[4-(pentylamino)-6-(4-methoxyphenoxy)- 1 ,3,5-triazin-2-yl]-L-leucinate; 

Methyl N-{4-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl)thio]-l,3,5-triazin-2- 
yl}glycinate; 

10 (2R)-2^{4-[(5-Chloro-2-methylphenyl)amm^^ 
yl}amino)-4-methylpentan-l -ol; 

Methyl N-{44(5^hloro-2-methylphenyl)amino]-6-[(4-me1hoxyphenyl)Aio]-l,3,5-1xiazin-2- 
yl}-L-leucinate; 

Methyl N-{4-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl)thio]-l,3,5-triazin-2-yl>-L- 
15 leucinate; 

M4-[(3-fluorophenyl)amino]-6-[(4-methox 

N 2 -{4<(3-fluorophenyl)amino]-6-[(4-methoxyphenyl)thio]-l ) 3,5-triazin-2-yl}-L-leucinamide; 
^^S-fluorophenyO-^-isopentyl-e-^-metiioxyphenyOthioJ-l^^-triazine^^-diamine 
(2S)-2-({4-[(3-fluorophenyl)ammo]-6-[(4-meth^ 
20 methylpentan- 1 -ol; 

Methyl N-{4-[(3-fluorophenyl)amino3-6-[(4-methoxyphenyl)thio]-l^,5-triazin-2-yl}-L- 
phenylalaninate; 

2<{4-[(3-fluorophenyl)amuio]-6-[(4-methox^^ 
l-ol; 

25 N 2 <2,2-Dimethoxyethyl)-N 4 -(3-fluorophenyl)-6-[(4-methoxyphenyl)thio]-13,5-triazin^ 
diamine; 

Ethyl N-{4-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl)thio]-l,3,5-triazin-2-yl>-b- 
alaninate; 

3-t{4-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl)thio]-l,3 9 5-triazin-2- 
30 yI}(methyl)amino]propanenitrile; 

Methyl N-{4-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl)thio]-l,3,5-triazin-2-yl>-L- 
alaninate; 
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MethylN-{4-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl)thio]-l,3,5-triazin-2-yl>-D- 
leucinate; 

Methyl N-{4-[(2,3-dihydroxypropyl)thio]-6-[(3-fluorophenyl)amino]-l,3,5-triazin-2-yl}-L- 
leucinate; 

5 Methyl N-{4-[(3-fluorophenyl)amino]-6-[(3-methoxyphenyl)thio]-l,3,5-triazin-2-yl>-L- 
leucinate; 

Methyl N-{4-[(3-fluorophenyI)(methyl)amino]-6-[(4-methoxyphenyl)thio]-l,3,5-triazin-2- 
yl}-L-leucinate; 

(2R)-2-({4-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl)thio]- 1 ,3 5 5-triazin-2-yl }amino)-4- 
10 methylpentan-l-ol; 

Methyl N-{4-[(3-fluorophenyl)amino]-6-[(2-methoxyphenyl)thio]- 1 ,3,5-triazin-2-yl}-L- 
leucinate; 

Methyl N-[4-[(3-fluorophenyl)amino]-6-(phenylthio)-l,3,5-triazin-2-yl]-L-leucinate; 
Methyl N-[4-[(3-fluorophenyl)amino]-6-(quinolin-2-ylthio)- 1 ,3,5-triazin-2-yl]-L-leucinate; 

15 Me%lN-{4-[(4-aminophenyl)thio]-6-[(3-fluorophenyl)amino]-l,3,5-triazin-2-yl}-L- 
leucinate; 

Methyl N-{4-[(3-bromophenyl)thio]-6-[(3-fluorophenyl)amino]-l,3,5-triazin-2-yl>-L- 
leucinate; 

Methyl N-[4-[(3-fluorophenyl)amino]-6-(pyrimidin-2-ytthio)-13,5-triazin-2-yl]-L-leucinate; 
20 Methyl N-{4-{[2-(dimethylamino)ethyl]thio}-6-[(3-fluorophenyl)amino]-l,3,5-triazin-2-yl}- 
L-leucinate; 

Methyl N-{4-({ l-[2-(dimethylamino)ethyl]-lH-tetraazol-5-yl}thio)-6-[(3- 
fluorophenyl)amino]-l,3,5-triazin-2-yl}-L-leucinate; 

Methyl N-{4-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyI)sulfmyl]-l,3,5-triazin-2-yl}-L- 
25 leucinate; 

Methyl N-{4-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyI)sulfonyl]-l,3,5-triazin-2-yl}-L- 
leucinate; 

N 1 -[2-(Dimethylamino)ethyl]-N 2 -{4-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl)thio]- 
l,3,5-triazin-2-yl>-L-leucinamide; 

30 N 2 -{4-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl)thio]-l,3,5-triazin-2-yl}-N 1 - 
(tetrahydrofuran-2-ylmethyl)-L-leucinamide; 

N 2 -{4-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl)thio]-l > 3,5-triazin-2-yl}-N'-(2- 
morpholin-4-ylethyl)-L-leucinamide; 
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N , -{2-[(tert-Butoxycarijonyl)amino]ethyl>-N 2 -{4-[(3-fluorophenyI)amino]-6-[(4- 
methoxyphenyl)thio]-l,3,5-triazin-2-yl}-L-leucinamide; 

N 2 -{4-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl)thio]-13,5-triazin-2-yl>-N 1 -(pyridin-3- 
ylmethyl)-L-leucinamide; 

5 N 1 -(3,5-Difluorobenzyl)-N 2 -{4-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl)thio]-l s 3,5- 
triazin-2-yl}-L-leucinamide; 

N 2 -{4-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl)thio]-l,3,5-triazin-2-yl}-N 1 -(2- 
furyImethyl)-L-Ieucinamide; 

N 2 -{4-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl)thio]-l,3,5-triazin-2-yl}-N 1 -[3-(2- 
1 0 oxopyrrolidin- 1 -yl)propyl]-L-leucinamide; 

N 2 -{4-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl)thio]-l,3,5-triazin-2-yl}-N 1 -(3- 
methoxybenzyl)-L-leucinamide; 

N 2 -{4-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl)thio]-l,3,5-triazin-2-yl}-N 1 -(2- 
piperidin-l-ylethyl)-L-leucinamide; 

1 5 N 2 -{4-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl)thio]- 1 ,3,5-triazin-2-yl}-N , -[2-(2- 
hydroxyethoxy)ethyl]-L-leucinamide; 

N 2 -{4-[(3-fluorophenyI)amino]-6-[(4-methoxyphenyl)thio]-l,3,5-triazin-2-yl}-N 1 -phen^ 
leucinamide; 

N 2 -{4-[(3-fluorophenyl)amino]-6-[(4-me^^ 
20 leucinamide; 

N 2 -{4-[(3-fluorophenyl)amino]-6-[(4Mra^ 
pyrrolidin-l-ylethyl)-L-leucinamide; 
N 2 <3-fluorophenyl)-6-[(4-methoxyphenyl)^ 
ylcarbonyl)butyl]-l,3,5-triazine-2,4-diamine; 
25 N , -{2-[4-(aminosulfonyl)phenyI]ethyl}-N 2 -{4-[(3-fluorophenyl)amino]-6-[(4- 
methoxyphenyl)thio]-l,3,5-triazin-2-yI}-L-leucinamide; 

N 2 -{4-[(3-fluorophenyl)amino3-6-[(4-methoxyphenyl)thio]-l,3,5-triazin-2-yl}-N , -[2-(l- 
methylpyrrolidin-2-yl)ethyl]-L-leucinamide; 

N 2 -{4-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl)thio]-l 5 3 ) 5-triazin-2-yl>-N , -(3- 
30 methoxypropyl)-L-leucinamide; 

N 2 -{4-[(3-fluorophenyI)amino]-6-[(4-metho^ 
ylmethyl)-L-leucinamide; 
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Methyl N-{2-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl)thio]pyrimid 
leucinate; 

Methyl N-{4~[(3-fluorophenyl)amino]-64(4-m^ 
leucinate; 

N-{4-[(3-fluorophenyl)am^ 

N-{4-[(3-fluoropheny0(methyl)am^ 

N-{4-chloro-64(4-methoxyphenyl)thiofr^ 

Methyl N-{4-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl)thio]pyrimidm^ 
methylleucinate; 

N 2 44-[(3-fluorophenyl)amino]-6-(qm 
ylmethyI)-L-leucinamide; 
N 2 -{4^(3-fluorophenyl)amino]-6-[^^ 
furylmethyl)-L-leucinamide; 

N 2 _{4-[(3_fluorophenyl)a™ 
(tetrahydrofuran-2-ylmethyl)-L-leucinamide; 
N 2 -{4-[(3-fluorophenyl)amino]^ 
leucinamide; 

N 2 -{4-[(3-fluorophenyl)amino]-6-[(4-me1hoxyphenyl)thio]pyrim 

4-ylethyl)-L-leucinamide; 

N^2,2-methoxyethyl)-N 2 -{4-[(3-fl^^ 

2-yl}-L-leucinamide; 

N 2 -{4-[(3-fluorophenyl)amino]-6^ 

ylethyl)-L-leucinamide; 

Methyl N-{4-[(3-fluorophenyl)amino]^^ 

leucylglycinate; 

N 2 -{4-[(3-fluorophenyl)amino]-6-[^ 
imidazol-l-yl)propyl]-L4eucinamide; 

N 2 .{4.[(3.fluorophenyl)amino]-6-[(4-methoxyphenyl)thio]pyrimidin 
isopropoxyethyl)-L-leucinamide; 

N 2 .{4-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl)thio]pyrimidin-2 

(methylthio)ethyl]-L-leucinamide; 

N 2 -{4-[(3-fluorophenyl)amino]~64^^ 

leucinamide; 
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N-{4-[(3-fluorophenyl)amino]-6-[(4-methoxyphen 
N 2 -{4-[(3-fluorophenyl)amin^^ 
imidazol-5-yl)ethyl]-L-leucinamide; 
N 2 -{4-[(3-fluorophenyl)amino]-6-[(4-meto^ 
5 methyl-L-leucinamide; 

N 2 -{2-[(3-fluorophenyl)amino]^ 
4-ylethyl)-L-leucinamide; 

N 2 -{2-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl)thio]pyrimidm 
(tetrahydrofuran-2-ylmethyl)-L-leucinamide; 
10 N 2 -{2-[(3-fluorophenyl)amino^ 
leucinamide; 

(S)-2-[4-(3-Cyano-phenylamino)-6-(thiazol-2-ylsulfanyl)-pyrimidin-2-yto 

pentanoic acid (tetrahydro-furan-2-ylmethyl)-amide; 

(S)-2-[4-(3-Cyano-phenylamino)-6-(pyridin-2-ylsulfanyl)-pyrim 
1 5 pentanoic acid (tetrahydro-furan-2-y lmethyl)-amide; 

^-{^[((3-Methyl-propyl)thio) 

(tetrahydrofuran-2-ylmethyl)-L-leuri^ 

methoxyphenyl)thio]pyrimidin-2-yl}-N^^ 

(S)-2-[4-(3-Cyano-phenylamino)-6-( 
20 methyl-pentanoic acid (2-methylsulfanyl-ethyl)-amide; 

N 2 - {2-[(3-Fluoropheny l)amino]-6-[(4-methoxypheny l)thio]pyrimidin-4-y 1 } -N 1 - 1 -morpholin- 

4-yl-L-leucinamide 

2-[6^3-Fluoro-phenylamino)-2-(4-m 

pentanoic acid methyl ester; 
25 (S)-2-[6-(3-Fluoro-phenylamino)^ 

methyl-pentanoic acid methyl ester; 

N 2 -(3-Fluoro-phenyl)-6-(4-methoxy^ 

pyrimidine-2,4-diamine; 

>f-(3-Fluoro-phenyl)-6-(4-methoxy-phenylsulfanyl)-N 2 -(3-melhyl-l-pyridin-2-y^ 
30 pyrimidine-2,4-diamine; 

(S)-2-[4-(3-Cyano-phenylamino)-6-(quinolin-8-ylsulfanyl)-pyrimidin«2-ylmethyl]-4-methyl- 
pentanoic acid (tetrahydro-furan-2-ylmethyl)-amide; 
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(S)-2-[4-(4-Amino-phen^^ 

methyl-pentanoic acid (tetrahydro-furan-2-ylmethyl)-amide; 
(S)-2-[3-(3-Fluoro-phenylamino)-5-(4-methoxy^ 
pentanoic acid methyl ester; 
5 (S)-2-[2^3-Fluoro-phenylamino)-6-(4-methoxy-pheny^ 
methyl-pentanoic acid methyl ester; 
(S)-2-[6-(3-FIuoro-phenylamino^ 
methyl-pentanoic acid methyl ester; 
(S)-2-[4-(3-Fluoro-phenylamino)-6-(4-methoxy^ 
1 0 methyl-pentanoic acid methyl ester. 

41. A compound according to any one of claims 1-40, for use as a medicament. 

42. The use of a compound according to any one of claims 1-40 in the manufacture of a 
15 medicament for the treatment or prophylaxis of disorders associated with 0-amyloid 

production. 

43. The use of a compound according to any one of claims 1-40 in the manufacture of a 
medicament for the treatment or prophylaxis of Alzheimer's disease or Down's syndrome. 

20 

44. A method for the treatment of neurological disorders associated with p-amyloid 
production comprising administring to a warm-blooded animal in need of such treatment a 
therapeutically effective amount of a compound according to any one of claims 1-40. 

25 45 . A method for inhibiting y-secretase activity comprising administering to a warm- 
blooded animal in need of such inhibition a therapeutically effective amount of a compound 
according to any one of claims 1-40. 



30 



46. A method for the treatment or prophylaxis of Alzheimer' s disease or Down' s 
syndrome comprising administring to a warm-blooded animal in need of such treatment a 
therapeutically effective amount of a compound according to any one of claims 1-40. 
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47. A pharmaceutical composition comprising a compound according to any one of claims 
1-40, or a pharmaceutically acceptable salt or in vivo hydrolysable ester therof, together with 
at least one pharmaceutically acceptable carrier, diluent or excipent 

48. A process for preparing a compound of formula (I) as recited in claim 1 or a 
pharmaceutically acceptable salt or in vivo hydrolysable ester therof which process 
comprises: 




a) R 7 -thiol, 

DlEA, DME, 0° C to RT 



b) R 3 -NH 2 .HCI, 
DlEA, iPrOH, reflux 





NMM, CH 2 CI 2 



isobutyl chloroformate 





o 



RIR 2 NH 2 



130° C,40min 



R V R * 
An r 3 
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49. A process for preparing a compound of formula (II) as recited in claim 19 or a 
pharmaceutically acceptable salt or in vivo hydroly sable ester therof which process 
comprises: 



9 a) R1R2NH \ 

N xW N PIEA(1.2eq),THF N ^ N 

CI^N^CI k> M o U rvtc a ,„ o x R1 N CI 

b) R3SH, DIEA (1 .2 eq) » 

THF, reflux ^ 

1a 1b 




N 

DIEA (4 eq), 90° C 



PS-HOBT, DMF ' N' 



N 

R1 JL <*L 
R2 

1c 



R4R5NH (0.8 eq) 



* R1 R3 

PS-DIEA(Z5eq), N N -S' 

microwave, 160° C, 5 minutes 

1d 



0 .R3 a) R4R5NH R4^ ,^R5 

j DIEA (2.2 eq) t THF N 

n^n Relfux4h rA N 

R2 R 2 

1b 1d 



